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chain nodes : 
25 26 27 28 
ring nodes : 

1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20 21 22 23 

24 

chain bonds : 

2-26 7-20 13-19 15-25 26-27 26-28 
ring bonds : 

1- 2 1-6 2-3 3-4 4-5 4-7 5-6 5-10 7-8 8-9 9-10 11-12 11-16 12-13 13-14 
14-15 15-16 17-18 17-21 17-24 18-19 19-20 20-21 21-22 22-23 23-24 

exact/norm bonds : 

17-18 17-21 17-24 18-19 19-20 20-21 21-22 22-23 23-24 26-27 26-28 
exact bonds : 

2- 26 7-20 13-19 15-25 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 4-7 5-6 5-10 7-8 8-9 9-10 11-12 11-16 12-13 13-14 

14-15 15-16 
isolated ring systems : 
containing 1 : 11 : 17 : 

Match level : 

l:Atom 2:Atom 3:Atom 4 : Atom 5:Atom 6:Atom 7:Atom 8: Atom 9:Atom lOrAtom 
lliAtom 12:Atom 13 : Atom 14: Atom 15:Atom 16:Atom 17: Atom 18:Atom 19:Atom 
20: Atom 21: Atom 22 : Atom 23 : Atom 24: Atom 25: CLASS 26: CLASS 27: CLASS 28: CLASS 
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AMSNER 1 OP 1 CK COFYRIOHT 3006 ACS on STM 



ACCESSION miKBEKi 
TITLE: 



PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMBMT TYPE: 
LAH6UKQB: 

FAMILY ACC. HUM. COUHTt 
PATENT INFORMATION t 

PATENT NO. 



141:23537 CA 

Preparation of quinolinyl pyrrol^yrazoles as 

TQP-P signal traoaduccioa iakibiCora 

Baigbt. Douglaa Made; Sawyer, Jaaon Scott t Yingling. 

Jonathan Michael 

Eli Lilly and CDo^any. USA 

PCT Int. Appl., 24 pp. 

CODSN: PXXX03 



PPLICATJON NO. 



HO 


3004046363 




All 




30040610 


tfO 2003- 


US33747 




30031110 




N: 


AB, 


AO. 


AL, 


AM,' 


AT, 


AU. 


A2, 


BPy BB, BG, 


BR. 


BY. 


BZ, 


CA. CH, CN, 






CO, 


CR. 


CU. 


CZ, 




OK, 


DM, 


a^, EC, EE, 


BG, 


ES, 


PI. 


GB, GO, GB, 






GH, 


GM, 


HR, 


HU, 




IL, 


IN^ 


/(S. JP. KB, 


KO. 


KP, 


KR, 


KZ. LC, LK, 






LR, 


L6, 


LT, 


UJ. 


jM 






MG. MK, MH, 


MM. 


MX, 


MZ, 


NI, NO, NZ, 






OM, 


90. 


PH. 


PL, 


PT 


RO, 


Ru! 


SC. SD, SB, 


sa. 


SK. 


8L, 


8Y. TJ, TM, 






TM, 


TR, 


TT, 


TZ, 


UA 


XJO, 


US. 


U2. VC. VN. 


YU. 


ZA. 


ZM, 


ZN 




RW: 


BM, 


GH, 


GM, 


KB, 


LS, MW, 


MZ, 


SD, 8L, SZ, 


TZ, 


UG, 


ZM, 


ZN. AM, AZ, 






BY, 


KO. 


KZ, 


MD, 


RU 


TJ, 


TM. 


AT, BB, BG, 


CH, 


CY, 


CZ, 


08, OK, EE, 






BS, 


PI, 


PR. 


GB, 


GR. 


KU, 


IB. 


IT, LU, MC, 


NL, 


PT. 


RO. 


SB. SI, SK. 






TR. 


BP, 


BJ. 


CP. 


CO 


CI. 


CM, 


GA, ON, GQ. 


GN, 


ML, 


MR, 


NB. SN, TO. 


TG 

CA 


2501323 






AA 




20040610 


CA 3003- 


3S01333 




30031110 


AU 


3003391643 




Al 




20040618 


AU 3003- 


391643 




30031110 


BR 


3003015337 




A 




30050S16 


BR 3003- 


1S337 




30031110 


CP 


1565471 






Al 




30050834 


BP 3003- 


768531 




20031110 




R: 


AT, 


BE, 


CH, 


DB, 


DK. 


ES, 


PR, 


GB, OR, IT, 


LI, 


LU, 


NL, 


SB, MC, PT. 






IB. 


SI, 


LT, 


LV, 


PI 


RO, 


MX, 


CY, AL, TR. 


BO, 


C2, 


E8, 


HU. SK 


US 


2006040983 




Al 




30060233 


US 3005- 


531337 




30050413 


HO 


300500304S 




A 




20050631 


NO 2005- 


3045 






30050631 


PRIORITY APPLN. 


INFO 












US 3002- 


42SS93P 




P 30031133 




















HO 2003- 


US33747 




M 30031110 



AKSNSR 1 OP 1 CA COPYRIGHT 2006 ACS on STH 




The title conoids. I and II, useful in treating cancer in a patient, were 
prepared B.g., a tnulti-etep ayntheeia of II, starting from 
6-broaio~4*iaethylquinoline and Me 6-methylpyridine~3-csrboxylate (prepns. 
given), was given. The cotnpds. I and II inhibit the TQP-P type I 
receptor kinase don\ain with IC50 of <20 ^JM, while exhibiting less 
toxicity in vivo than structurally related compds. as disclosed in 
PCT/US03/11864 . The pharmaceutical cotnposition cootprising the con^und 

.0 

clained. 
700874-93-3P 

RL: PAC (Pharmacological activity) j SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USBS 
(Uses) 

(preparation of quinolinyl pyrrolopyrazoles as TGP~P signal 
transduction inhibitora) 
700874-73-3 CA 

6-Quinolinecarboxaraide, 4- [5,6-dihydro-3- (fi-inethyl-3-pyridinyl} -4H- 
pyrrolo[l,2-b]pyrazol-3-yl] - (9CI) (CA INDEX NAME) 
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LS ANSWSK 1 OP 1 MARPAT COPYRIGHT 3006 ACS on STN 
ACCESSION NUMBER: 136:4596 KARPAT 

TXTIf: Preparation of BUbatltuCed 

S, 6 -diliydro-4H-pyrreIo (1 , 3 - 

blpyrasolaa aa TGP-P aignal tranaduetion 

inhibitora 

INVBNTOR(S): Sawyer, Jaaon Scott; Beight. Douglaa Wadai Ciapetti, 

Paolai Decollo. Todd Vincent : Godfrey, Alexander 
Olenn; Goodaon, Theodore, Jr.; Herron, David Kent; 



Li. 



PATBWT AS8I0HEB<S) i 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. HUM. COUNT: 
PATENT INPOSMATION: 

PATENT NO. K] 



Hong-yu; Liao, Junkai; Mcmlllen, Willlaa Thonaai 

Miller, Shawn Christopher; Hort, Nicolaa Anthony; 

Yingling. Jonathan Michael; Smith, Edward C. 

Bli Lilly and coopany, USA; et al. 

PCT Int. Appl., 305 pp. 

OODEHi pixxoa 

Patent 

Bngliah 

1 



APPLICATION HO. OATB 



HO 3002094833 Al 

Ni AE, AO, AL, AM, 

CO, CR, CU, CZ, 

CM, KR, HU, ID, 

LS, LT, LU, LV, 

PL, PT, RO, RU, 

UA, UO, US, UZ, 

RH: GH, GM, KB, LS, 

or, OB, DK, BS, 

BP, BJ, CP, 00, 

CA 3446820 AA 

BP 1397364 Al 

R: AT, BE, CH, DE, 

IS, SI. LT, LV, 

BR 3002009939 A 

CM 1511157 A 

JP 3004535404 T3 

NZ S36525 A 

ZA 2003008S46 A 

US 3004106604 Al 

NO 3003005193 A 
PRIORITY APPLM. INPO. i 

01 



3003112a 
, AT, AU, AZ< 
DB, DK, DM, 
, IL, IN, IS, 
, MA, MD. MO, 
, SD, SE, SO, 
, VN, YU, ZA, 
, MM, MZ, SD, 
, PI, PR, GB, 
, CI, Ol, OA, 

20021128 

20040317 
DX, ES, PR, 
PI, RO, MK, 

20040330 

20040707 

30041135 

30051038 

20050131 

20040603 

20031121 



WO 200a-US11884 
BA, BB, BO, BR, BY, 
DZ, EC, EE, ES, PI, 
JP, KE, KO, KP, KR, 
MK. MN, MM, MX, MZ, 
SI, SK, SL, TJ, TM, 
ZM, ZN 

SL. SZ, TZ, UO, ZM, 
OR. IB. IT. LU. MC, 
OH, OQ, GW, ML, MR, 
CA 3003-3446820 
EP 3003-744115 
OB, OR, IT, LI, LU, 
CY, AL, TR 
BR 3003-9939 
CH 3002-810508 
JP 3003-591506 
NZ 3002-528S25 
ZA 2003-8546 
US 2003-477111 
NO 3003-5193 
US 2001-393464? 

MO aooa-u8ii8a4 



20020513 

BZ, CA, CH. CN, 

OB, OD, OE, GH, 

KZ, LC, LK. LR. 

NO, NZ, OM, PH, 

TH, TR, TT, TZ, 

ZM, AT, BB, Ol, 

NL, PT, SB, TR, 

KB, SN, TD, TO 

30030513 

30030513 

NL. SB, MC, PT, 

30030513 
30030513 
30030513 
20020513 
20031031 
30031106 
30031131 
30010534 
30030513 



LS ANSWER 1 OP 1 MARPAT COPYRIGHT 3006 ACS on STN (Continued) 



{R3)p-H- I 



.>=c.. 




AB Title coopds. I (Rl - Ph, pyridine. pyridine-N-oxide, quinoline. 

naphthyridine, etc; R3 - quinoline, quinoline-N-oxide, naphthalene, 
pyridine, pyridine-N-oxide, quinazoline, etc.; p - 1-8; R3 - H. alkyl, 
alkylhydroxy, hydroxy, dialkylamino, etc.; x - C, O. S] were prepared 

Por 

inatance, 1- [ (3- (6-Bronoquinolin-4-yl) -i- {pyridin-2- 
yl}ethyIidene)aniino)pyrrolidin-3-one (preparation given) was treated 
with NaH 

in DMP at 80-8S' Cor IB h to afford II in 54% yield. Selected 
cocipda. of the invention had XC50 < 30.00 mM for the TGF-P type I 
receptor. 

KSTB 1 




LS ANSWER 1 OP 1 KARPAT COPYRIGHT 3006 ACS on STN 
03 - 346-4 348-2 



06 



» C0NH2 

- alkoxycarbonyl <containin9 1-6 C> 

- C(0) 



027 
039 

Patent location i 
Note 
Note 



REPBRENCB COUNT: 
THIS 



claim 1 

or N-oxidea 

and pharmaceutical ly acceptable aalta, eatera ai 
prodruga 

I THERE ARB 13 CITED RBPERENCES AVAILABLE POR 
RECORD. ALL CITATIONS AVAILABLB IN THE RE 
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chain nodes : 
11 20 21 
ring nodes : 

1 2 3 4 5 6 7 8 9 10 12 13 14 15 16 17 18 19 

chain bonds : 

2-20 7-15 11-14 20-21 

ring bonds : 

1- 2 1-6 2-3 3-4 4-5 4-7 5-6 5-10 7-8 8-9 9-10 12-13 12-16 12-19 13 
14-15 15-16 16-17 17-18 18-19 

exact /norm bonds : 

11-14 12-13 12-16 12-19 13-14 14-15 15-16 16-17 17-18 18-19 20-21 
exact bonds : 

2- 20 7-15 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 4-7 5-6 5-10 7-8 8-9 9-10 
isolated ring systems : 
containing 1 : 12 : 



Match level : 

l:Atom 2:Atom 3 : Atom 4: Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:Atom 10: Atom 

ll:Atom 12: Atom 13 : Atom 14: Atom 15 : Atom 16: Atom 17:Atom 18 : Atom 19: Atom 
20:CLASS 21:CLASS 
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L9 ANSNER 1 07 3 CA COPYRIGHT 3006 ACS on GTV 
ACCESSION HUKBER: 141:33537 CA 

TITLE: Preparation o£ quinelinyl pyrrol opyrasolea aa 

TOF'fi aignal tranaduetlen inbibicora 

lt(VBKTOR(S)t Baighc, Douglaa wada; Sawyer, Jason Scott; Tingling. 

Jonathan Michael 

PATENT ASSIONEB(S): Eli Lilly and Company, USA 

SOURCE: PCT Int. Appl., 34 pp. 

CODEH: PXXXOa 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT HO. KIND DATE APPLICATION NO. DATE 



TO 



tro 


3004048383 




Al 




30040610 




WO 3003- 


US33747 




30031110 




N: 


AB, 


AG. 


AL, 


AM, 


AT. 


AU, AZ. 


BA 


BB. BQ, 


BR, 


BY, 


BZ, 


CA. CH, CH, 






CO. 


CR. 


CU, 


C2. 


DB, 


DK. DM, 


DZ, 


EC, BE, 


EG, 


BS. 


PI. 


OB, GD, GB, 






GH, 


GM, 


HR, 


HU. 


ZD, 


ZL. IN, 


IS. 


JP. KB, 


KG, 


KP. 


KR, 


KZ. LC, LK, 






LR, 


LS, 


LT, 


LU, 


LV, 


MA. ND, 


MS, 


MK, MM, 


MH, 


MX. 


MZ, 


HI, NO, HZ. 






ON, 


PO, 


PH. 


PL, 


PT, 


RO, RU, 


sc. 


SO, SB, 


SO, 


SK, 


SL, 


SY. TJ, TM. 






TN, 


TR, 


TT, 


TZ, 


UA, 


UO, US, 


uz. 


VC, VN, 


YU, 


ZA, 


ZM, 


ZH 




RH: 


BW, 


GH, 


GM. 


KB, 


LS, 


MM, MZ, 


so 


SL, SZ, 


TZ, 


UO, 


ZM. 


ZW, AM, AZ. 






BY, 


KG, 


KZ, 


MO, 


RU. 


TJ, TM, 


AT. 


BE, BO, 


CH, 


CY. 


CZ. 


DB. OK, EB, 






ES, 


FI, 


PR, 


GB. 


OR. 


HU, IE, 


IT, 


LU, MC, 


NL, 


PT, 


RO. 


SB, SI, SK, 






TR, 


BP, 


BJ, 


CP, 


CO. 


CI, CM, 


OA. 


GN, GQ, 


GH, 


ML, 


MR. 


NE, SH, TD, 


CA 


3501332 






AA 




30040610 




CA 3003- 


3501333 




30031110 


AU 


3003391643 




Al 




30040610 




AU 3003- 


391643 




30031110 


BR 


3003015337 




A 




30050816 




BR 3003- 


15337 




30031110 


BP 


156S471 






Al 




20050834 




BP 3003- 


768531 




30031110 




R: 


AT. 


BE, 


CH, 


OS. 


OK, 


BS, PR, 


OB, 


OR, IT. 


LX. 


LU, 


NL, 


SB, MC. PT. 






IE. 


SI. 


LT. 


LV, 




RO, MX, 


CY, 


AL, TR. 


BO, 


CZ. 


EE, 


HU, SK 


US 


3006040983 




Al 




30060333 




US 3005- 


S3 1237 




30050413 


NO 


300S003045 




A 




30050631 




NO 3005- 


3045 






30050621 



PRIORITY APPLN. INFO. : US 3003-438893P P 30031133 
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AB The title cocnpda. I and II. useful in treating cancer in a patient, «rere 
prepared E.g., a tsulti-step synthesis of II, starting from 
6-bronio-4-raethylquinoline and Me 6-aethylpyridine-3-carboxylate (prepns. 
given), was given. The cotnpds. I and II inhibit the TGP-3 type I 
receptor kinase domain with ICSO of <30 mM, while exhibiting less 
toxicity in vivo than structurally related con^s. aa disclosed in 
PCT/US02/11B84 . The pharmaceutical composition coo^rising the conq;>ound 

IX is 

claimed. 
IT 700874-73-3P 

RL: PAC (Pharmacological activity): SPN (Synthetic preparation); TKU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of quinolinyl pyrrolopyrazoles as TGF-p signal 
transduction inhibitors) 
RN 700874-73-3 CA 

CN 6-Quinolinecarboxamide. 4- [5,6-dihydro-3- (6-methyl-3-pyridinyl) -4H- 
pyrrolo{l,3-b]pyrazol-3-yl] - (9CZ) (CA INDEX name) 
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REFERENCE COUNT: 3 THERE ARB 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IH THE RE 
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L9 ANSWER 3 OP 3 CA COPYRIGHT 3006 ACS on STN 
ACCESSION NUMBER: 138s4S98 CA 

TITLE: Preparation of substituted 

S , 6 - di hydro • 4H - pyrrol o [ l , 2 - 

blpyrazoles as TOP-p signal transduction 

inhibitors 

INVEHTOR(S}t Sawyer, Jason Scott; Beight, Douglas Wade; Clapetti, 

Paola; Decollo, Todd Vincent; Godfrey, Alexander 
alenn; Goodson, Theodore, Jr. ; Herron, David Kent; 

Li, 

Hong-yu; Liao, Junlcai; Mcmillen, William Thomas; 

Miller, Shawn Christopher; Mort, Nicolas Anthony,- 

Yingling, Jonathan Michael; Smith, Edward C. R. 
PATENT ASSI0NEE(6)t Bli Lilly and Company, USA; et al . 

SOURCE: PCT Int. i^pl., 305 pp. 

CODEH: PIXX03 
DOCUMENT TYPE J Patent 
LANOUAGE: English 
FAMILY ACC. HUM. COUNT: 1 
PATENT INFORMATION I 



PATENT NO. 






KIND 


DATE 




APPLICATION NO. 




DATE 


NO 


3002094833 




Al 




30021138 




WO 3003-USllBe4 




30020513 




W: AB, 


AG. 


AL, 


AM, 


AT 


AU, AZ, 


BA. 


BB, BO. BR. BY. 


BZ. 


CA, CH, CN 




CO, 


CR. 


CU. 


CZ, 


DB 


DK, DM, 


DZ, 


EC. EE. ES, PI, 


GB, 


OD. OE, GH 




GM, 


HR. 


HU. 


ID. 


IL 


IN, IS, 


JP. 


KB. KG. KP, KR. 


KZ, 


LC, LK, LR 




LS. 


LT, 


LU, 


LV. 


MA. 


KD. MQ, 


MK. 


MN. MH. MX, MZ, 


NO, 


NZ, OM. PH 




PL, 


PT, 


RO. 


RU. 


SO, 


SB. SO, 


SX. 


SK, SL, TJ, TM, 


TN, 


TR, TT, TZ 




UA, 


UO, 


US. 


UZ. 


VN. 


YU. ZA. 


ZM, 


ZW 








RW: GH, 


GM, 


KB. 


LS, 


MM, 


MZ, SD. 


SL, 


SZ. TZ. UO. ZM, 


ZW. 


AT, BE. CH 




CY, 


DB. 


DK, 


BS. 


PI, 


FR, OB, 


GR, 


IB. IT. LU, MC, 


NL, 


PT. SB. TR 




BF. 


BJ. 


CP, 


00, 


CI 


CM, OA, 


ON, 


GO. GH. ML, KR, 


tm. 


SN, TD, TO 


CA 


2446820 






AA 




30021128 




CA 2003-3446830 




30030513 


BP 


1397364 






Al 




30040317 




BP 2002-744115 




30030513 




R: AT. 


BE, 


CH, 


DB, 


DK 


ES, PR. 


GB, 


OR. IT, LI. LU, 


NL, 


SS, MC, PT 




IB. 


SI. 


LT. 


LV. 


FX 


RO, MK. 


CY, 


AL. TR 






BR 


3003009939 




A 




30040330 




BR 2002-9939 




30030513 


CH 


1S111S7 






A 




30040707 




CN 3003-810508 




20030513 


JP 


3004535404 




T3 




30041135 




JP 3003-591506 




30030S13 


NZ 


538535 






A 




30051038 




NZ 3003-538535 




20030513 


ZA 


2003008546 




A 




30050131 




ZA 3003-BS46 




20031031 


US 


3004106604 




Al 




30040603 




US 2003-477111 




20031106 


NO 


3003005193 




A 




30031131 




MO 2003-5193 




30031131 



PRIORITY APPLN. INFO.: US 3001-393464P P 30010534 

WO 3003-US11884 H 30030513 

OTHER SOURCE (S)< HARPAT 138 < 4598 

GX 
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L9 ANStfBR a OP a CA OOPYRZGHT 2006 ACS On STN (Continued) Ii9 ANSNER 3 OP 3 CA COPTRIOHT 3006 ACS on 6TN (Continued) 




AB Title coopda. I CRX • pyxidine, pyridine-N-oxide, quinoline. 

naphthyridine, etc.; R2 - quinoline. quinoline-N-oxide. naphthalene, 
pyridine, pyridine-N-oxide, guinazoline. etc.; p - 1-8; R3 - H, alkyl, 
alkylhydroxy, hydroxy, dialkylamino, etc.; X - C, 0, S] were prepared 

For 

instance, l- C [3- (6-Broiiioquinolin-4-yl) -1- (pyridin-a- 
yl)ethylidene]amino]pyrrolidin-a-one (preparation given) waa treated 
with NaH 

in OMP at 80-S5" for 18 h to afford II in 54% yield. Selected 
con^a. of the invention had IC50 < 30.00 mM Cor the TOP-P type I 
receptor . 

IT 476«7S-43-t». 4-(2-(Pyridin-a-yl)-5,6-dihydro-4H-pyrrolo[l,3- 
b]pyrazol-3-yl)quinollne-6-carboxyllc acid methyl ester 
KLi PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation}; THU (Therapeutic use); BIOL (Biological study); PRSP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 
(preparation of (hetero) aromatic aubatituted 

5, 6-dihydro-4H-pyrrolo [1,2- 

bjpyrazolea as TGP-p signal transduction inhibitors) 

RN 476475-43-1 CA 

CN 6-Quinolinecarboxylic acid, 

4- [5,6-dihydro-a- (a-pyridinyl) -4H-pyrroloCX. a- 
b]pyra^ol-3•yl] nethyl eater (9CI) (CA INDEX NAME) 




REPERENCS COUNT: 13 THERE ARE 13 CITED REFERENCES AVAIIABIA FOR 

THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE 
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LIO ANSWER 1 OP 1 HARPAT COPYRIGHT 3006 ACS on STN 
ACCESSION KUKBSRi 138:4596 KARPAT 

TITLB: Preparatien of subatituted 

S. «-dihyilro-4H-pyrrolo [1 . 3 - 

blpyrazolcs aa TCF^P signal transduction 

inhibitors 

Sa%«yer, Jason Scott; Beight, Douglas Made; Ciapatti, 
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AB Title cofnpdB. I {Rl - Ph, pyridine, pyridine -N-oxide, quinoline. 

naphthyridine, etc.; R3 - quinoline, quinoline-N-oxlde, naphthalene, 
pyridine, pyridine -N-oxide. quinasoline, etc.; p - 1-8; R3 - H, alkyl, 
alkylhydroxy, hydroxy, dialkylamino. etc.; X - C. O. S] were prepared 

For 

instance, 1- ( {3- (6-Broaioquinolin-4-yl} - l- {pyridin-3- 
yl}ethylldene]anilno]pyrrolidin-3-one (preparation given) was treated 
with NaH 

in DMF at 80-85* for 18 h to afford II in 54% yield. Selected 
compds. of the invention had IC50 < 30.00 mM for the TQ9-fi type I 
receptor. 
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